a.) Amendments to the Claims 
1. (Cancelled) 



2. (Currently Amended) A staurosporin derivative or a 
pharmaceutically acc e ptable salt the r eof, which is represented bv the general compound of 
formula (IA): 

H 




wherein 

R 1A represents hydroxy or lower alkoxv; 

R 2A represents hydrogen, hydroxy, halogen, formyl, nitro, amino, 
COR 6A1 (wherein R 6A1 represents substituted or unsubstituted lower alkyl, hydroxy, or 
substituted or unsubstituted lower alkoxy), OR 14A1 (wherein R 14A1 represents substituted or 
unsubstituted lower alkyl), lower alkyl, substituted or unsubstituted lower alkyl, substituted 
or unsubstituted lower alkenyl, substituted or unsubstituted lower alkadienyl, substituted or 
unsubstituted lower alkynyl, substituted or unsubstituted aryl, a substituted or unsubstituted 
heterocyclic group, COR 6A3 (wherein R 6A3 has the same meaning as defined for R 6A2 
below ), NR 1 1A2 R ,2A2 (wherein R 11A2 and R 12A2 have the same meaning as defined for R 11A1 
and R ,2A1 b e low , respectively), or OR 14A3 (wherein R 14A3 has the same meaning as defined 
for R l4A2 bctew); 



# . .# 

when R 2A represents hydrogen, hydroxymethyl, hydroxy, halogen, 
formyl, nitro, amino, COR 6A1 (wherein R 6A1 represents substituted or unsubstituted lower 
alkyl, hydroxy, or substituted or unsubstituted lower alkoxy) , or OR 14Al (wherein R 14A1 
represents substituted or unsubstituted lower alkyl), 

then R 3A represents lower alkyl, substituted or unsubstituted lower 
alkyl ( other than substituted lower alkyl is not hydroxymethyl), substituted or unsubstituted 
lower alkenyl, substituted or unsubstituted lower alkadienyl, substituted or unsubstituted 
lower alkynyl, substituted or unsubstituted aryl, a substituted or unsubstituted heterocyclic 
group, COR 6A2 wherein R 6A2 represents substituted or unsubstituted aryl, a substituted or 
unsubstituted heterocyclic group, NR 7A1 R 8A1 (wherein R 7A1 and R 8Al have the same 
meanings as d e fined for R ? -and-R * above, respectively, independently represent hydrogen, 
substituted or unsubstituted lower alkyl, substituted or unsubstituted lower alkenyl, 
cvcloalkvl having 3 to 6 carbon atoms, substituted or unsubstituted aryl, or a substituted or 
unsubstituted heterocyclic group, or are combined with their adjacent N to form a 
substituted or unsubstituted heterocyclic group that may contain an oxygen atom, a sulfur 
atom, or another nitrogen atom ), OR 9A1 (wherein R 9A1 represents substituted or 
unsubstituted lower alkenyl, cycloalkyl having 3 to 6 carbon atoms , or substituted or 
unsubstituted aryl), or SR 10A1 (wherein R l0A1 has the same meaning as defined for R* * 
above)> represents substituted or unsubstituted lower alkyl, or substituted or unsubstituted 
aryl) j , NR ,1A1 R 12A1 ifwherein R 11A1 and R 12A1 has the same meaning as defined for R n -and 
R"^ above respectively, independently represent hydrogen, substituted or unsubstituted 
lower alkyl, substituted or unsubstituted lower alkenyl cycloalkyl having 3 to 6 carbon 
atoms, COR 13A [wherein R 13A represents substituted or unsubstituted lower alkyl, 
substituted or unsubstituted lower alkenyl, lower alkoxvcarbonvl, substituted or 
unsubstituted aryl, a substituted or unsubstituted heterocyclic group, OR 9A (wherein R 9 A 
represents hydrogen, substituted or unsubstituted lower alkyl, substituted or unsubstituted 
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lower alkenvk cvcloalkvl having 3 to 6 carbon atoms, or substituted or unsubstituted aryl) , 
NR 7a R 8a (wherein R 7A and r sa haye the same meaning as defined for R 7A1 and R 8A1 , 

respectively)!. CSR 13A . SQ 2 R I3B (wherein R 13B has the same meaning as defined for R 13A ), 
or a group derived from an amino acid (wherein a hydroxy! group in a carboxvl group is 
excluded from the amino acid and a functional group in the amino acid may be protected 
with a protective group) , with the proviso that R 11A1 and R 12A1 are not simultaneously 
hydrogen)}^ or OR ,4A2 {wherein R 14A2 represents substituted or unsubstituted lower alkenyl, 
cycloalkyl having 3 to 6 carbon atoms , substituted or unsubstituted lower alkanoyl, 
substituted or unsubstituted aroyl, or CONR 7B1 R 8B1 (wherein R 7BI and R 8B1 have the same 
meanings as defined for R ? and R* above R 7A1 and R 8A1 , respectively)}; 

when R 2A represents lower alkyl, substituted lower alkyl (the 
substituted lower alkyl is not other than hydroxymethyl), substituted or unsubstituted lower 
alkenyl, substituted or unsubstituted lower alkadienyl, substituted or unsubstituted lower 
alkynyl, substituted or unsubstituted aryl, a substituted or unsubstituted heterocyclic group, 
COR 6A3 (wherein R 6A3 has the same meaning as defined for R 6A2 above), NR 11A2 R 12A2 
(wherein R 11A2 and R 12A2 have the same meanings as defined for R 11A1 and R l2A1 above , 
respectively), or OR 14A3 (wherein R ,4A3 has the same meaning as defined for R ,4A2 above ), 

then R 3A represents substituted or unsubstituted lower alkyl, 
substituted or unsubstituted lower alkenyl, substituted or unsubstituted lower alkadienyl, 
substituted or unsubstituted lower alkynyl, substituted or unsubstituted aryl, a substituted 
or unsubstituted heterocyclic group, halogen, nitro, formyl, COR 6A4 [wherein R 6A4 
represents substituted or unsubstituted lower alkyl, substituted or unsubstituted aryl, a 
substituted or unsubstituted heterocyclic group, NR 7A2 R 8A2 {wherein R 7A2 and R 8A2 have the 
same meanings as defined for R 7AI and R 8A1 R ? ^md-R-*-akove, respectively}, OR 9A2 
(wherein R 9A2 has the same meaning as defined for R 9 above R 9A ). or SR I0A2 (wherein R ,0A2 
has the same meaning as defined for ft w -abwe R 10A1 )1. NR I1A3 R ,2A3 (wherein R 1IA3 and 



-4- 



R 12A3 have the same meaning as defined for R 11A1 andR 12A1 fi n and above , 
respectively) , or OR !4A4 (wherein R 14A4 has the same meaning as defined for R ^-above 
represents hydrogen, substituted or unsubstituted lower alkyl, substituted or unsubstituted 
lower alkenvl cycloalkvl having 3 to 6 carbon atoms, substituted or unsubstituted lower 
alkanovl, substituted or unsubstituted arovl, or CONR 7A1 R 8A1 ); 

ft** ha3 the same meaning as defined for R 1 " above; and 

R 4 and represents hydrogen, or substituted or unsubstituted lower 

alkyl; and 

R 5 have th e sam e m e aning as defined above respectively represents 

NR 11A R 12A ; 

wherein the substituents in the substituted lower alkyl and 
substituted lower alkoxy are independently selected from the group consisting of halogen, 
carboxy, lower alkoxvcarbonvl, lower alkanovl, substituted or unsubstituted aryl, a 
substituted or unsubstituted heterocyclic group, CONR 15 R 16 (wherein R 15 and R 16 
independently represent hydrogen, hydroxy, aralkvl, lower alkyl, lower alkenyl, substituted 
or unsubstituted aryl, a substituted or unsubstituted heterocyclic group, or are combined 
with their adjacent N to form a heterocyclic group), NR 17 R 18 (wherein R 17 and R 18 
independently represent hydrogen, lower alkyl, lower alkenyl, lower alkanoyl, arovl, 
substituted or unsubstituted aryl, a substituted or unsubstituted heterocyclic group, 
substituted lower alkyl [the substituted lower alkyl is replaced by at least one of hydroxy, 
lower alkoxy, Q(CH 2 CH 2 Q) n R 19 (wherein n is an integer of 1 to 15, and R 19 is lower alkyl), 
oxo, carboxy, lower alkoxy carbonyl, substituted or unsubstituted aryl, a substituted or 
unsubstituted heterocyclic group, CONR 15A R 16A (wherein R 15A and R 16A have the same 
meaning as defined for R 15 and R 16 , respectively), amino, lower alkvlamino, and didower 
alkvOamino"|, cycloalkvl having 3 to 6 carbon atoms, or aralkvloxvcarbonyl, are combined 
with their adjacent N to form a heterocyclic group which is substituted or unsubstituted}. 
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N*R 20 R 2I R 22 X' [wherein R 2Q and R 21 independently represent lower alkyl, or are combined 
with their adjacent N to form a heterocyclic group, R 22 is lower alkyl, and X is an atom of 
chlorine, bromine or iodine]. OR 23 (wherein R 23 represents hydrogen, lower alkyl, lower 
alkanoyl, lower alkyl [which is substituted with at least one of hydroxy, lower alkoxy, 
Q(CH 2 CH 2 Q) nA R 19A (wherein nA is an integer of 1 to 15. and R 19A is lower alkyl), oxo, 
carboxy, lower alkoxycarbonyl, substituted or unsubstituted aryl, a substituted or 
unsubstituted heterocyclic group. CONR 15B R 16B (wherein R 15B and R 16B have the same 
meaning as defined for R 15 and R 16 , respectively) , amino, lower alkylamino, and didower 
alkyDamino], substituted or unsubstituted aryl, and a substituted or unsubstituted 
heterocyclic group), SR 23A (wherein R 23A has the same meaning as defined for R 23 ) and 
SQ 2 R 23B (wherein R 23B is lower alkyl); 

the substituents for lower alkenyl, lower alkadienyl and lower 
alkynyl include oxo in addition to the substituents permitted for lower alkyl; 

the substituents for lower alkanovl are independently selected from 
the group consisting of halogen and NR 17A R 18A (wherein R 17A and R 18A have the same 
meaning as defined for R 17 and R 18 , respectively); 

the substituents for aryl and arovl are independently selected from 
the group consisting of halogen, lower alkyl (optionally substituted with halogen, oxo, 
carboxy, lower alkoxycarbonyl, amino, lower alkylamino. di (lower alkyl) amino, hydroxy 
or lower alkoxy) , nitro, hydroxy, lower alkoxy, amino, lower alkvlamino, didower 
alkyDamino, lower alkanoyl and cvano; and 

the substituents for the heterocyclic group and the heterocyclic group 
formed using the adjacent N include oxo in addition to the substituents permitted for aryl 
and arovl; and 

wherein the heterocyclic group is selected from the group consisting 
of pyrrolidinvl, imidazolidinyl, piperidinyl. morpholinvl. thiomorpholinyl, oiperidino, 
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morpholino, piperadinvK furvh thienyl, pyrrolvL imidazolvK triazolvL oxazolvl thiazolvl 
pyridvL pyrimidinyL indolvK quinolvl isoquinolyl and quinazolinvl; and 

the heterocyclic group formed together using the adjacent N is 
selected from the group consisting of pyrrolidinvl morpholino, thiomorpholino, 
N-methylpiperadinyl pyrazolidinyl piperidino, piperadinyl homopiperadinyl indolyl and 
isoindolyl; 

or a pharmaceutical^ acceptable salt thereof. 

3. (Currently Amended) A staurosporin derivative or a 
pharmaceutically acceptable salt thereof, which is represented by the g e neral compound 
of formula (IB): 



H 




(IB) 

wherein 

R 1 B 7^:^-and-R: ffi represent groups defined for the above R^R^-emd 
R ? ? respectively, except when R + is hydrogen and R 2 and R* arc the same or different and 
represent hydrogen, nitro, amino, carboxy, low e r alkoxyearbonyl, hydroxy or 
hydroxym e thyl, and when R 1 " is hydrogen and R * and R * arc the same or different and 
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represent hydrogen, halogen, formyl, lower alkanoyl or lower alkoxy; and R 4 -and-R 5 -have 
the same meanings as defined above, respectively represents hydroxy or lower alkoxy; 

R 2B and R 3B independently represents substituted or unsubstituted 
lower alkyl, substituted or unsubstituted lower alkenyl, substituted or unsubstituted lower 
alkadienyl, substituted or unsubstituted lower alkynyl, substituted or unsubstituted aryl, a 
substituted or unsubstituted heterocyclic group, nitro, formyl, COR 6 <wherein R 6 
represents substituted lower alkyl, substituted or unsubstituted aryl, a substituted or 
unsubstituted heterocyclic group, NR 7 R 8 (wherein R 7 and R 8 independently represent 
hydrogen, substituted or unsubstituted lower alkyl substituted or unsubstituted lower 
alkenyl, cycloalkyl having 3 to 6 carbon atoms, substituted or unsubstituted aryl, or a 
substituted or unsubstituted heterocyclic group, or are combined with their adjacent N to 
form a substituted or unsubstituted heterocyclic group (which may contain an oxygen atom, 
a sulfur atom, or another nitrogen atom)), OR 9 (wherein R 9 represents hydrogen, 
substituted or unsubstituted lower alkyl, substituted or unsubstituted lower alkenyl, 
cycloalkyl having 3 to 6 carbon atoms, or substituted or unsubstituted aryl) , or SR 1Q 
(wherein R 10 represents substituted or unsubstituted lower alkyl, or substituted or 
unsubstituted arvO >, NR n R 12 <wherein R n and R 12 independently represent hydrogen, 
substituted or unsubstituted lower alkyl, substituted or unsubstituted lower alkenyl, 
cycloalkyl having 3 to 6 carbon atoms, COR 13 (wherein R 13 represents substituted or 
unsubstituted lower alkyl, substituted or unsubstituted lower alkenyl, lower 
alkoxycarbonyl, substituted or unsubstituted aryl, a substituted or unsubstituted 
heterocyclic group, OR 9A (wherein R 9A has the same meaning as defined for R 9 ) , NR 7A R 8A 
(wherein R 7A and R 8A have the same meanings as defined for R 7 and R 8 . respectively)!, 
CSR 13A (wherein R 13A has the same meaning as defined for R 13 ), S(XR I3B (wherein R 13B has 
the same meaning as defined for R 13 ) , or a group derived from an amino acid (wherein a 
hydroxyl group in a carboxyl group is excluded from the amino acid and a functional group 
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in the amino acid may be protected with a protective group) >, or OR 14 (wherein R 14 
represents substituted lower alkyl, substituted or unsubstituted lower alkenvl, cvcloalkyl 
having 3 to 6 carbon atoms, substituted or unsubstituted lower alkanoyl, substituted or 
unsubstituted arovl, or CONR 7B R 8B (wherein R 7B and R 8B have the same meaning as 
defined for R 7 and R 8 , respectively)}; 

R 4 represents hydrogen, or substituted or unsubstituted lower alkyl; 

and 

R 5 represents NR 11A R i2A (wherein R 11A and R 12A have the same 
meaning as defined for R 11 and R 12 , respectively); 

wherein the substituents in the lower alkyl and lower alkoxy are 
independently selected from the group consisting of halogen, carboxv, lower 
alkoxycarbonyl, lower alkanoyl, substituted or unsubstituted arvl, a substituted or 
unsubstituted heterocyclic group, CONR 15 R 16 [wherein R 15 and R 16 independently represent 
hydrogen, hydroxy, aralkyl, lower alkyl, lower alkenyl, substituted or unsubstituted arvl, a 
substituted or unsubstituted heterocyclic group, or are combined with their adjacent N to 
form a heterocyclic group], NR 17 NR 18 (wherein R 17 and R 18 independently represent 
hydrogen, lower alkyl, lower alkenvl, lower alkanoyl, arovl, substituted or unsubstituted 
arvl, a substituted or unsubstituted heterocyclic group, substituted lower alkyl [which is 
substituted with at least one of hydroxy, lower alkoxy, Q(CH 2 CH 2 Q) n R 19 (wherein n is an 
integer of 1 to 15, and R 19 is lower alkyl), oxo, carboxv, lower alkoxvcarbonyl, substituted 
or unsubstituted arvl, a substituted or unsubstituted heterocyclic group, CONR 15A R 16A 

I 

(wherein R 15A and R 16A have the same meaning as defined for R 15 and R 16 , respectively), 
amino, lower alkylamino, and didower alkyDamino], cvcloalkyl having 3 to 6 carbon 
atoms, or aralkvloxvcarbonvl, or are combined with their adjacent N to form a substituted 
I or unsubstituted heterocyclic group 1. N + R 20 R 21 R 22 X~ [wherein R 20 and R 21 independently 

! represent lower alkyl, or are combined with their adjacent N to form a heterocyclic group, 
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R 22 is lower alkvl, and X is an atom of chlorine, bromine or iodine], OR 23 (wherein R 23 
represents hydrogen, lower alkvl, lower alkanoyl, substituted lower alkvl [which is 
substituted with at least one of hydroxy, lower alkoxy, Q(CH 2 CH 2 Q) nA R 19A (wherein nA is 
an integer of 1 to 15, and R 19A is lower alkvl), oxo, carboxv, lower alkoxvcarbonvh 
substituted or unsubstituted aryl, a substituted or unsubstituted heterocyclic group, 
CONR 15B R 16B (wherein R 15B and R' 6B have the same meaning as defined for R 15 and R 16 , 
respectively), amino, lower alkylamino, and didower alkvDamino), substituted or 
unsubstituted aryl, and a substituted or unsubstituted heterocyclic group, SR 23A (wherein 
R 23A has the same meaning as defined for R 23 ) and SQ 2 R 23B (wherein R 23B is lower alkyl); 

the substituents in the lower alkenyl, lower alkadienyl and lower 
alkynyl include oxo in addition to the substituents in the lower alkvl; 

the substituents in the lower alkanoyl are independently selected 
from the group consisting of halogen and NR 17A R 18A (wherein R 17A and R 18A have the same 
meaning as defined for R' 7 and R 18 , respectively); 

the substituents in the aryl and aroyl are independently selected from 
the group consisting of halogen, lower alkvl (optionally substituted with halogen, oxo, 
carboxy, lower alkoxvcarbonyl, amino, lower alkylamino, di (lower alkvl) amino, hydroxy 
or lower alkoxy) , nitro, hydroxy, lower alkoxy, amino, lower alkylamino, didower 
alkvPamino, lower alkanoyl and cvano; and 

the substituents for the heterocyclic group and the heterocyclic group 
formed to using the adjacent N include oxo in addition to the substituents permitted for aryl 
and aroyl; and 

wherein the heterocyclic group is selected from the group consisting 
of pyrrolidinvl, imidazolidinyl, piperidinyl, morpholinvl, thiomorpholinvl piperidino, 
morpholino, piperadinvl furvl, thienyl, pyrrolvl, imidazolvl, triazolvl, oxazolvl, thiazolyl, 
pyridyl, pvrimidinyl, indolyl, quinolvl, isoquinolvl and quinazolinyl; and 
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the heterocyclic group formed using the adjacent N is selected from 
the group consisting of pvrrolidinvK morpholino, thiomorpholino, N-methvlpiperadinvK 
pyrazolidinvl piperidino, piperadinyl, homopiperadinvL indolyl and isoindolvl; 

or a pharmaceutically acceptable salt thereof. 

4. (Currently Amended) The staurosporin derivative or the 
pharmac e utically acceptable salt thereof compound according to claim 2, wherein 

R 2A represents amino, halogen, formyl, or hydroxy, and R 3A 
represents substituted or unsubstituted lower alkenyl, substituted or unsubstituted lower 
alkynyl, lowe r alkyl, substituted or unsubstituted lower alkyl ( the substituted lower alkyl is 
not other than hydroxymethyl), or NHCOR ,3A1 [(wherein R 13Al has the same meaning as 
d e fined for R ^-above) represents substituted or unsubstituted lower alkyl, substituted or 
unsubstituted lower alkenvl lower alkoxvcarbonvl substituted or unsubstituted arvl a 
substituted or unsubstituted heterocyclic group, OR 9A (wherein R 9A has the same meaning 
as defined for R 9A2 , or NR 7A R 8A (wherein R 7A and R 8A have the same meanings as defined 
for R 7A1 and R 8A1 . respectively)! ; or 

R 2A represents substituted or unsubstituted lower alkenyl, substituted 
or unsubstituted lower alkynyl, low e r alkyl, substituted or unsubstituted lower alkyl (the 
substituted lower alkyl is not other than hydroxymethyl), or NHCOR 13A2 (wherein R 13A2 has 
the same meaning as defined for R^ above R 13A1 ), and R 3A represents substituted or 
unsubstituted lower alkenyl, substituted or unsubstituted lower alkynyl, amino, substituted 
or unsubstituted lower alkyl, or NHCOR 13A3 (wherein R 13A3 has the same meaning as 
defined for R^-abeve R 13A1 V 

or a pharmaceutically acceptable salt thereof . 



-11- 



5. (Currently Amended) The compound staurosporin derivative or the 
pharmac e utically acc e ptable salt ther e of according to claim 3, wherein R 2B and R 3B are the 
same o r differ e nt and independently represent substituted or unsubstituted lower alkenyl, 
substituted or unsubstituted lower alkynyl, amino, halogen, formyl, hydroxy, substituted or 
unsubstituted lower alkyl, or NHCOR 13 (wherein R n has the same meaning as defined 
abov e ) . 

6. (Currently Amended) The compound staurosporin derivative or the 
pharmaceutical^ acceptable salt the r eof according to claim 2 or 4, wherein R 1A is hydroxy^ 
or a pharmaceutical^ acceptable salt of the compound . 

7. (Currently Amended) The compound staurosporin derivative or the 
pharmaceutically acceptable salt thereof according to claim 3 or 5, wherein R 1B is hydroxy 
or a pharmaceutical^ acceptable salt of the compound . 

8. (Currently Amended) A pharmaceutical composition comprising at 
least one staurosporin derivative or pharmaceutically acceptable salt thereof compound 
according to any one of claims 2 to 5 a and a pharmaceutically acceptable carrier. 

Claims 9- 15 (Cancelled) 

16. (Currently Amended) A pharmaceutical composition comprising at 
least one staurosporin derivative or pharmaceutically acceptable salt thereof according to 
any one of claims 2 to 5 . and a pharmaceutically acceptable carrier . 

17. (Currently Amended) A method for treating a malignant solid 
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tumor, comprising the step of administerin g, to a patient in need thereof, a therapeutically 
effective amount of the staurosporin derivative or a pharmac e utical^ acc e ptable salt 
thereof according to claim 1. a compound of formula (I): 



substituted or unsubstituted lower alkenvl substituted or unsubstituted lower alkadienvl 
substituted or unsubstituted lower alkvnvl substituted or unsubstituted arvl a substituted 
or unsubstituted heterocyclic group, halogen, nitro. formvL COR 6 <wherein R 6 represents 
substituted or unsubstituted lower alkvl substituted or unsubstituted arvl a substituted or 
unsubstituted heterocyclic group. NR 7 R 8 (wherein R 7 and R 8 independently represent 
hydrogen, substituted or unsubstituted lower alkvl substituted or unsubstituted lower 
alkenvl, cycloalkvl having 3 to 6 carbon atoms, substituted or unsubstituted arvl, or a 
substituted or unsubstituted heterocyclic group, or are combined with their adjacent N to 
form a substituted or unsubstituted heterocyclic group (which may contain a n oxygen atom, 
a sulfur atom, or another nitrogen atom) ). OR 9 (wherein R 9 represents hydrogen. 




H 
N 



(I) 



wherein 



R { represents hydrogen, hydroxy, or lower alkoxy; 

R 2 represents hydrogen, substituted or unsubstituted lower alkvl 
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substituted or unsubstituted lower alkvl substituted or unsubstituted lower alkenyl, 
cvcloalkvl having 3 to 6 carbon atoms, or substituted or unsubstituted arvl) a or SR 10 
(wherein R 1Q represents substituted or unsubstituted lower alkvl, or substituted or 
unsubstituted arvO >, NR 1] R 12 <wherein R 11 and R 12 independently represent hydrogen, 
substituted or unsubstituted lower alkvl, substituted or unsubstituted lower alkenyl, 
cycloalkyl having 3 to 6 carbon atoms, COR 13 (wherein R 13 represents substituted or 
unsubstituted lower alkvl, substituted or unsubstituted lower alkenyl, lower 
alkoxycarbonyl, substituted or unsubstituted arvl, a substituted or unsubstituted 
heterocyclic group, OR 9A (wherein R 9A has the same meaning as defined for R 9 ) , NR 7A R 8A 
(wherein R 7A and R 8A have the same meanings as defined for R 7 and R 8 , respectively)!, 
CSR 13A (wherein R 13A has the same meaning as defined for R 13 ), SQ 2 R 13B (wherein R 13B has 
the same meaning as defined for R 13 ), or a group derived from an amino acid (wherein a 
hydroxyl group in a carboxyl group is excluded from the amino acid and a functional group 
in the amino acid may be protected with a protective group) >, or OR 14 (wherein R 14 
represents hydrogen, substituted or unsubstituted lower alkyl, substituted or unsubstituted 
lower alkenvl, cycloalkyl having 3 to 6 carbon atoms, substituted or unsubstituted lower 
alkanovl substituted or unsubstituted arovl, or CONR 7B R 8B (wherein R 7B and R 8B have the 
same meaning as defined for R 7 and R 8 , respectively)); 

R 3 has the same meaning as defined for R 2 , with the proviso that R 2 
and R 3 are not simultaneously hydrogen; 

R 4 represents hydrogen, or substituted or unsubstituted lower alkyl; 

and 

R 5 represents NR 11A R 12A (wherein R 11A and R 12A have the same 
meaning as defined for R 11 and R 12 , respectively); 

wherein the substituents in the lower alkvl and lower alkoxv are 
independently selected from the group consisting of halogen, carboxy, lower 
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alkoxycarbonyl, lower alkanoyl, substituted or unsubstituted aryl, a substituted or 
unsubstituted heterocyclic group. CONR 15 R 16 [wherein R 15 and R 16 independently represent 
hydrogen, hydroxy, aralkvl, lower alkvl, lower alkenyl, substituted or unsubstituted aryl, a 
substituted or unsubstituted heterocyclic group, or are combined with their adjacent N to 
form a heterocyclic group], NR 17 R 18 (wherein R 17 and R 18 independently represent 
hydrogen, lower alkyl, lower alkenyl, lower alkanoyl, aroyl, substituted or unsubstituted 
aryl, a substituted or unsubstituted heterocyclic group, or are combined with their adjacent 
N to form a heterocyclic group], NR 17 R 18 (wherein R 17 and R 18 independently represent 
hydrogen, lower alkyl, lower alkenyl, lower alkenoyl, aroyl, substituted or unsubstituted 
heterocyclic group, substituted lower alkyl [which is substituted with at least one of 
hydroxy, lower alkoxy, Q(CH 2 CH 2 Q) n R 19 (wherein n is an integer of 1 to 15, and R 19 is 
lower alkvl), oxo, carboxy, lower alkoxycarbonyl, substituted or unsubstituted aryl, a 
substituted or unsubstituted heterocyclic group, CONR 15A R 16A (wherein R I5A and R 16A have 
the same meaning as defined for R 15 and R 16 , respectively), amino, lower alkylamino, and 
didower alkyl)amino~|, cycloalkyl having 3 to 6 carbon atoms, or aralkvloxycarbonyl, or are 
combined with their adjacent N to form a substituted or unsubstituted heterocyclic group), 
N + R 20 R 21 R 22 X" [wherein R 20 and R 21 independently represent lower alkyl, or are combined 
with their adjacent N to form a heterocyclic group, R 22 is lower alkvl, and X is an atom of 
chlorine, bromine or iodinel, OR 23 (wherein R 23 represents hydrogen, lower alkyl, lower 
alkanoyl, substituted lower alkyl [which is substituted with at least one of hydroxy, lower 
alkoxy, Q(CH 2 CH 2 Q) nA R 19A (wherein nA is an integer of 1 to 15, and R 19A is lower alkyl), 
oxo, carboxy, lower alkoxycarbonyl, substituted or unsubstituted aryl, a substituted or 
unsubstituted heterocyclic group, CONR 15B R 16B (wherein R 15B and R ]6B have the same 
meaning as defined for R 15 and R 16 , respectively) , amino, lower alkylamino. and didower 
alkyDamino], substituted or unsubstituted aryl. a substituted or unsubstituted heterocyclic 
group, SR 23A (wherein R 23A has the same meaning as defined for R 23 ) and SO , R 23B (wherein 
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R 23B is lower alkvl); 

the substituents in the lower alkenvl. lower alkadienyl and lower 
alkynyl include oxo in addition to the substituents in the substituted lower alkvl; 

the substituents in the lower alkanoyl are independently selected 
from the group consisting of halogen and NR )7A R 18A (wherein R 17A and R I8A have the same 
meaning as defined for R 17 and R 18 , respectively); 

the substituents in the aryl and arovl are independently selected from 
the group consisting of halogen, lower alkvl (optionally substituted with halogen, oxo. 
carboxy, lower alkoxycarbonyl, amino, lower alkylamino, di flower alkvl) amino, hydroxy 
or lower alkoxv) a nitro, hydroxy, lower alkoxy. amino, lower alkylamino, didower 
alkvDamino, lower alkanoyl and cyano; and 

the substituents in the heterocyclic group and the heterocyclic group 
formed using the adjacent N include oxo in addition to the substituents permitted for aryl 
and arovl; and 

wherein the heterocyclic group is selected from the group consisting 
of pyrrolidinyl, imidazolidinvl piperidinyl, morpholinvl, thiomorpholinvl, piperidino, 
morpholino, piperadinyl, furyl, thienvl, pvrrolyl, imidazolyl, triazolyl, oxazolyl. thiazolyl, 
pyridyl, pyrimidinyl, indolyl, quinolvl, isoquinolyl and quinazolinyl; and 

the heterocyclic group formed using the adjacent N is selected from 
the group consisting of pyrrolidinyl, morpholino, thiomorpholino, N-methvlpiperadinyl, 
pyrazolidinyl, piperidino, piperadinyl, homopiperadinyl, indolyl and isoindolyl; 

or a pharmaceutically acceptable salt thereof. 

18. (Currently Amended) A method, further comprising administering 
to the patent an antitumor agent, wherein for enhancing the activity of an antitumor agent 
comprising the step of administering a therapeutically effective amount of the staurosporin 
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derivative o r the compound or pharmaceutical^ acceptable salt thereof according to claim 
-fr claim 17 enhances the activity of the antitumor agent . 



Claims 19-22 (Cancelled) 

23. (Currently Amended) A method for treating a malignant solid 
tumor, comprising the step of administering , to a patient in need thereof, a therapeutically 
effective amount of the compound staurosporin derivative or the pharmaceutical^ 
acceptable salt the re of according to any one of claims 2 to 9 5. 

24. (Currently Amended) A method , further comprising administering 
to the patient an antitumor agent, wherein for e nhancing the activity of an antitumor agent 
comprising th e st e p of administering a th e rapeutically effectiv e amount of the staurosporin 
derivative or the compound or pharmaceutically acceptable salt thereof according to any 
one of claims 2 to 9 5 enhances the activity of the antitumor agent . 

Claims 25- 28 (Cancelled) 
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